
B 3^ S # 



JAPAN PATENT OFFICE 



PGT/JP2004/011858 



1 ? AH 
Irec'd 3 0 SEP 2001 



■ WlPO PCT 

^ t m — ^ ^ ^ i t ^gl^^-f'So 

wiTh 'this Office*^^^ ^''^^ **** annexed is a true copy of the following application as filed 



m m ^ B B 

Date of Application: 

ffi M # -f- 
Application Number: 

[ST. 10/C] : 

ta m A 

Applicant(s): 



2003# 9^ 9B 



2003-316546 
[JP2003-316546] 



; PRIORITY DOCUMENT 

I SUBMITTED OR TRANSMrFTED IN 
; COMPLIANCE WITH 

j J^ULE 17.1(a) OR (b) 



\ Commissioner, 
Japan Patent Office 



2004^ 9^170 




tBSE#^ £iiiE# 2004-3084251 



2003-3 16546 



1/E 



P03DC038 
¥^15^ 9^ 9B 



C07C273/00 

^mmtm^mi'^m^m 1239 ^tMt^jimw^^n 

000002901 
100101362 



06-6242-0320 

053718 
21.000P3 

mmw 1 
mm 1 

9800456 



ttiSE# 2004-3084251 



2003-316546 



^-i^: l/E 



im^m 1 ] 
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#M2 0 0 3 -3 1 6 5 4 6 ^-z/ : ] 

[0 0 0 1 1 
[0 0 0 21 
[0 0 0 3] 

ft^O^^T. 1JUmKi^^V^^T^~h^3M^fr^-:fom^m^flX\,^:ho L>6-L. |W| 
#<7);^fet?N, N' , N" - h t Kn^^v^ V vTp?;vm^N, N' . N" - h V T ;i' 
^ y i^T ^ JVm^mi^L X V t LX . WMti'j:;^}^ Kn^v^ Vv-T^- h^T 

[0 0 0 4 1 

t/i. t Kndpv^ V^>-7^_ j^T-^ 7Km^Sr«SLfv:T;V3^v^ VvT 

tfiv^o tfz. N, N' , N" -wr)u=i^i^^vi^Tyi}i^m<Dmmizmm-t^Km^t 

T$ y^m^^^^^m:^^ #^#i1=:i:M3 i;{±5^;^r>'fc o-T;v^;ni Kn^v;uT5 >t 

T^T-h t-m^imm^m^f^tzKBa^^fi^fimw^^fix^^^^ho 

[0 0 0 51 

[#li^:ft:Sft 1 1 4 - 2 5 0 8 1 9 -^<Zr^ 

mWXm2] #^5p6 - 5 0 2 3 4 9-i-^^ 

[#^^^3 1 ill^<2r^^W0 0 3/5 5 6 0 O-^/N'^yVy h 

mm'fXmi] T>y^^>f- ^^-(Angew. Chem. ) 1961, 73 
,657 

iW<^W^:Si:m2] i^UTT^^:^ >5r$:* TjJ' iJ' (C r o a t . C h e m. A c t a 
) 2000, 73, 569 

i^^ff^Xms] ■^i-r^ 7> h V- (C a n a d i a 

n. J. Chem.) 196 0, 3 8, 343 

m^fe:Si:tlkA] y^hy^Vuy V^S^- (T e t r a h e d r o n Lett.) 
1968, 40, 4315 

mm'^Xms] P^r-i-)U -^T •i^-IS^.v (j. org. Ch 

em.) 1965, 30, 1268 
[l&^OM^l 

[0 0 0 61 

tbiiE# 2004-3084251 
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2/ 



[0 0 0 7] 

5 =^rfflv> ascitic i fj, N, N' , N" - h VSm^f y->T^;vm=S:^^v^^ 

[0 0 0 8] 

-r^£t>-ib. ^^mit. Tie^ (i) 



[0 0 0 9] 

[0 0 10] 

[^BJ ^ UMI- ^ A <^^^o?|^^] 
[0 0 1 1] 

^%m-x\t^ H«fiB^ (1) ■C'^:^tL;z>N-em5&;v/s'5 >'m^:^x;v=^fflv^;s,o ^ (i 
[0 0 12] 

miB R is S t: K n ^ y ;l'*<^'tS^» i: L T , ^t^^^^ (JO^^'T-ISffl <^ t K o ^ 



[^kll 



H 0 
I II 
RO-N — C~0 — R 



(1) 
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3/ 



J:v^T';-;i'^^;i/»^i:0 ^ i:'<^^*ifc 1 ~ 3 0 (fiP * t < fiM^^ 1 ~ 2 0 ) c^^'fb 
tK^* ; fi^^^;i'* t-yh^v^^;v, ^^;v^;i-;.«^ 

•^>'v?;V:t^->;>?-?^;i/, 2 h ^v'o:. h :^->^ 2, 2, 2-V'Jr:7nna:.h 

^v^f-;v, tf:^ (2-i>•^^Jc^df'» 2- ( b V ^ v U ;v) J^h^v^ 

^}Vm^£if) . amJ^f-;V* (1?IJx.{^, l-:r.hdrvai^;v, 1 1 h v 
j:-'^;^. 1 vyod^'^i/a:.'^;v, 2, 2. 2 - h U n n 2-^h^vj:.^ 

1 -n Kn:^e/T;v^;v» (Mx.{^. 1 - 1 Kni\r->j:.^;v, i-iiKni^ 
if) #(7)ii h'u ^ )vmtT t ^ - )UXlt^^ T ^ - 

[0 0 13] 

^fecot Kndev;vafeo^^|fei:LT{±, M^it^ T'y)\^& mK.it. *;v5;v. T-b^ 
T'iJ'y-f;^. ^^iJ'y-i';v, 7":^y-r;v. ^'^/n^;!/, 5';xh-f;v, 

^ ^ ^>-b>;^;i/.-^j:^;i/, p - h ^ ^>;:^;^.-^^- 

^if) -A-hOKm^mLtzm. VT)V^J\yyi^:^y ^ ^^^^ (f?flx.{^, 
•7 yf-:t--f t') , V T V - "7 -Y / ^ v7aL:^;V5}^7>7 

[0 0 14] 
[0 0 15] 

*mifeS:^LTV^T«> iv^TV-;!/^^-;!/^^ LTti. -^flx-tf^ TIB^ (a) 
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4/ 



R" 
I 

Ar-C- 

L 



(a) 



o A r tcjsit^T V -;v^i: LTfi. yjL::!;^, T>hV;v, 
10 0 16] 

^•^uyym^^ R'WiyKm^ (T;v^;v^. T';-;v^> v'^^ nT;v^;v^^) , T)i^=i^ 

^ 31 h - if <^ c i - 4 T ;v 3 ^ V - * ;v JVgg^r !f o T ;w 3 ^ -> * 

. Ti^JVM. Tv;V':e-^v^ (T-fe^;i/^^ v^^) , - h nag, t Kn 

J^Xli*igmT5 yft N, N-i^'y •5^;VT5 y^^ifON, N-vCi-4T 

[0 0 17] 

t^i<z^^mmnim^^mnM.^mmLxi, x\.^o ^ox^i-mtLxii. m^.i^s- 

'>Tyft, T^yft, ^^n'jr'>^,^:^ifo®^ft:j:^t-CV^-C^) J;v^o 
[0 0 18] 

hn^>v';v ; h V 7 j.^;^^ ^;i/ft^ if;6?^tf P,tL^o 5ftL<{i 

^3^^7-2 0^KOTU-;v^^;i/&/5«fflv>fbtt;i,o 
[0 0 19] 

ffffiR' t^^tt^R<t7lc*ftt L-r{±, m^i£. T;i/^;i/ft (y^;v, -fv/ 
□ tr;w, t -7'f-;uft>&ifoCi-4T;u^;i/ft^) , t;v^^;i/» (t:*-;i/, rUJi-^'i 
if<^Ci-4T;v^-;w»^) , T;v4r-;i/3fe, m^^'fkTKslft (~>^ n^i|r'>;vft=& if 
) , ^W.^'fkTfc*^ (^i-;!/, 'f-y-^)V, T^hV^Vn h U;vft75:if) , i 

[0 0 2 0] 

^mmtLxit. m^it. ^f-um'^tLxmmw.^^^t^mm'^ (^?!ix.{fs y^y. x 
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5/ 



tf^v'^ xh7iiKntf7>. "^^^^^v y^£t'<D6Mm.. ^y^f-y^y. -iy^y^/yy 
y. 4 -t^y- 4U-^u ;< y, ^u-^y, v^'nv^^jh^c^,^!'^-*^ t') > -^xn 

•I' :^ Fiji's ^^V^^ T^Vv?>, -ry^'J-jy^ ^^ifO^S-^^jS: 
if) ^fc^Ti-'^if ^tL;&o 

[0 0 2 1 1 

10 0 2 2] 

U;i/> ^^U;v^ ;>« h ^^->7 ^huy jl=.jiu, -f-y^n^^ 2-yy=-)V^ 4-tf 

^ o 

[0 0 2 3] 

miB^ (1) T^$tLSN-gm*;wN-^ -^Jx-tf. (i) Tifi^ (A 

) xm^fi^^^u^m^:^f-}iyXit^ (B) -e^$tL<5.^m^>^T--n^ 
Ut4] 



X- C-O-R 
(A) 



0 
II 

R — 0-C- 0— R 

(B) 



i:^^:R0-NH2 (C) T'^$^x^O-g|^t Kn^v;i/T5 VtORiS, (ii) 

^^Xf±*:^'>'> t . ^ : R' OH (D) "C^^tL* n Kn^ir 
S^'fb'^tl^ 25.t>'^ : RO-NH2 (C) -e^$tui)0-«^ti Kni^>';l/T5 VtO^ 
(iii) Stfie^ (A) T-^$^^^^^^^P®?J::^■r;^X{i^ (B) X^-^fL^M.^^:^ 
T)Vt}^Vu^'y)UT^y (HO-NH2) t<DEmKX^^mLtzTm^ (E) 
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6/ 



H 0 
I II 
HO — N — C-0 -R 



(E) 



(^^. R' fiMBtclWIC) 
[0 0 2 41 

miB (i) ~ (iii) (DKJBiis 'J^^WKJ^^CX^m. $>^y^^itmmo:^y^TX^t>fi^ 

^j:t'(D^^m<D^mtLxm7j^(Di,(D^mmx^:ho mm<Djs.mMii. Km^mmL^j:^m 
mxm±^^X'^i>-i)^, o~m:m:^vu^^y)UT^yxit^(Dm.}izMLx. iito-i o 

[0 0 2 5] 
[0 0 2 6] 

mx.li. - 20-100 0^L<{i 0-60 1:, J:»)Sf^L<{iO~ 

[0 0 2 7] 

Mj;5*»-Tf^. ^iS^^trfi. iCi'^t-JSDT. ffij^f^, jftai. ^m. 

[0 0 2 8 1 

±fB (i) ~ (iii) (OK^AZi:^^ ^•i■^Bi-;SN-«^*;w^'5 >@?a^y^x;v^*#ibtL 

^<D:f3mzi,y)M^-^fifzi><DX:^-oXii ii\^^o 
[0 0 2 9] 

[0 0 3 0] 

a^f^;VT^:-. 4-'>V^;i/T^y eyy^ (DMAP) . 1, 8 - v 7^f tf -> n [5 
. 4. 0] -7-'j7>7'-fe:x (DBU) , Y^)3^^\^-y'Jr^y (1, 4-vT-9-*evi^ 
n[2. 2. 2]:t^iJ'>';DABC0).l, 5 - ^T^f If Vi5' n [4. 3. 0] -5 
(DBN) ^ ■^^•1?-^ f-lx^-r h 7 5 7^ h 9^-^;i/j::-?=-V>i;T5 

ttSSE#2 004-3084251 



003-316546 ^-p^ : 7/ 

; V ;^ ^ A , m-fk * 'i7 A ^: o T ;w V T ;v :^ y ±^^« co m< b% 

•:^^y ^^AJTb^ri^K. *y '!7Aa^h^->K, t -f Y ^i^i- h V ^ J.. t-y'V^Z^^^ 
y 'i^A^<7>T;v*y^SXtiT;v:«^y±ffl^Jl<7)T;i'3^-> K^^&if^&^^tf p,tL^o ^ti 

. 4 -y^^;i'T5 y try -:^v:&if0 3jgiT5 > ; ;vf-v>', if 3 y > if og*-^*^ 

[0 0 3 1] 

7.7')V{ZMLX. a#0~l OSS mK.lf. 0. 0 1-1 OS^) . ff^ L<(40~5 
Sfi 0. l-5Sfi:) . J:l9$fS t<{±0~2S» 0. 5 ~ 2 

[0 0 3 2] 

fumiz^Si^^fi-r. m^l^. ^y^y, h;^^:-^. ^vvv, ^^^^:^^f^' ^^nn 

v^^-y-^, ■7-h9tKn:7v^ (THF) . ji-;va^-x;W'S: ifc^'o^-x 
-'US ; Egi^-ft^^. i^nn7ix;LA, :^^t:^ •^V^'i t'cT^^Nny^^bRtt^ ; T-l: h - h 
y V- h y j\,t^ if<^- h y ; n, N' - a t 5 t'o^tM 

N-am:*;w^'$ >m^:^7^;n 0 oassutrMtr. il-^o- 1 0 0 0 OM 
WU. $ftL<{±0~l 0 0 0a»ffl5, ii^iif* L<(iO~3 0 OSS«K®«-e*-&o 
[0 0 3 3] 

KVSU^mU ^Jx.{f, 20-200 t:. «^tL<{i 40-160 "C. J: L<{±6 

o~i4or-c^^o ^jSvajK^^^a-t r ^ t te<b^«T L^-r < . Rjc.iaffi:6*i^-r r 

[0 0 3 4] 

±fe:^fetc J: I? , -irlB^ (1) T'^^:jx^N--g^5!7;V/N*5 >'i?Ji^7=-;i/O-0 R' ^ 
«itt::J:i9T;V:a-;i.X(i7^y-;i/tLTM?tL3S>fbLT. ttrffi^ (2) T'«$tL 
N' , -hyMm^V'>T^;V^75«^^i-^o 'feiS. ^ (2) H^tt-SRTS-'H 
Fn:^S/;v*<DM»T»^^N, N' . N" - h y T;V3 i|r S^-f V i/T5? ;^a|{±, $ lb 
. Rt::i3tt^t: Kn:^v';v^c7)^^S^flji^,^-^^- f,^ ^ (2) ic^tt^ R>&-*7X 
*m^tr^^N, N' , N" - h y t Kn^->^ y v7^;v^-.^^-^^ - t^s^.^^^ 

^•5^;^^. r%^)-\ym. smi^y ;vaiiT'$>^N, n' , n" - > ys^^ vvt^;^^* 

«^»1-*C:tt3J: 19, N, N' , N" -hy t:Kndf>>'l'v^/T^;i/l?4:^^t?§^ 

o 

[0 0 3 5] 

KSI^Tf^. WM§E.mi\t. Mx.t^> «tti, hW> S:^b1> 

ffiiiE#2 004-3084251 
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[0 0 3 61 
[0 0 3 7] 

■77>^ntc, 0-^>y;Vt Kn^v;VT5 >:^m:^3. 1 9 g (2 0 mm o 1 ) > If 
U v>3. 1 6 g (4 Ommo 1 ) . T-b h ^ h V 4 0 m 1 ^ll^x.^ M*#H^T, 0 
"Ct^mWLfZo mTu- V^-(^^uu^my^:=-}l^3. l 3 g (2 Ommo 1) M^cT^ 
TSz&m=SrO~2'Ct;ii^*>*:5«ibMTLf^?^. 2 5 -CT' 2 B#Mm^Lfco #?ptL^cRM-^ 

t?^2i*iL> i^mj^f-;i.5 om 1 ^iQk.. itrnmimMLfz^, itmm^w^m^^)\^ 3 O 

m 1 X-mW-LtZo mm^. O . 5 N:^m7K?#TW4 0 m U 7K2 0 m K l&fP:fcm7jc2 0 m 

m^^^^LtZo nmz^^-^> 2 0ml ^Jinx.. nWLfz^km.ML. 1 Om 1 

?^»Lfcf^. fRBI^;^?r mw^Tof^o ^v^-^. mmT. 8 OICT'l 2^Mtn^^^i-^ 
:itizxi0. N-^>y;i/:^-^>>:^;w>'5 y^^i-;^^^!!^^^?-, 4. 56g (JR 
^94%) nfzo 

^H-NMR (CDCh, 500MHz) d: 4.96(s. 2H. CH2). 7. 10-7. 16(m. 2H. ArH), 7.20-7.26(m, 
IH, ArH). 7. 32-7. 46 (m. 7H. ArH). 7.63(brs. IH. NH) 

^^C-NMR (DMS0-d6. 125MHz) d: 155.3. 150.3. 135.1. 129.4. 129.3. 128.8. 128.6. 12 
5.8. 121.3. 78.8 
[0 0 3 8] 

o--<>i^^}\^}^yu^-^)UT^>m.mm.i. eog (lommoi). euy>i. 5 

8g (20mmol) . 7-feh^hU;i.20ml ^inx.. M*#H^T> OVxmWLfz 
o ^tiu^my^=-}\^l. 5 7g (lOmmol) KB^&m^ 0 - 2ViZ^ibtj:i!,t 

hmTLfz^k. 2 5v-c2^mmwLtzo ^(^fitzKji&u^mi^mL. s^m^^;v«-ira 

fco ^fbtL/^a^Si^^tc^ 4 -y^^;i'T^ y (DMAP) l. 22 g (lOm 

mol) SrtDx.. 1 2 0 *CO/n*>^T- 2 0 :9^P^» L;^Co i%*P^. ^ ^ -;v=^ 1 0 m 1 

3 0:9^r^m#L/io it^m^mML. j<^y-)ViOm 1 -C^^Lfc^^. tK?I^^=£: 
mP^^fo/co ^v>-r% MffiT^ 8 0'CT'l 2^F^M^^ii-^^ttci t). N. N' . 
N^'-h'j;^ ^ V^>T^;vmOfifelS^^. 1. 22g (JR^82% 

) %tZo 

^H-NMR (DMS0-d6. SOOMHz) d: 5.11(s. 6H. CH2). 7.4-7.5(m. 9H. ArH). 7.5-7.6(m, 6H 

, ArH) 

^^C-NMR (DMS0-d6. 125MHz) d: 145.0. 133.6. 129.7. 129.2, 128.5. 78.6 
[0 0 3 91 

mmm2 

}^±Pt=s Umtf. f^TD- h ^^t^fc 5 0 Om 1 04 3 tc, 0-^>>^;Vt 

Kn ^ v;V7 5 >mm^ 16. 0 g ( 1 0 0 mm o 1 ) , e y l 5 . 8 g (20mm 
o 1) . T-b h - h';;i^2 0 Om 1 »x.. M^#H^T^ OVxmWLfZo ?iTn- h 
:*-fb^nn#'®27a.-;H 5. 7g ( 1 0 0 mm o 1 ) ;S:iSWiajK* 0 - 2 'Ctc^*, 
'&:6*'briSTL/if^. :?Xf&^^j-Lr 2B*r«S^Lfco nibfitzKBU^'^^mmL. i^m^ 
f";^5 0 Om 1 iS-inx.. Mt»4rML7to it^i^^mm^^^JV 3 0 0ml T-f5fe^L7tf^ 

tbiE#2 004-3084251 
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. 4-^^-;^^;VT5y tfV (DMAP) 1-2. 2 g (1 0 Ommo 1) ^iUx.. 9 0 

■ct^/N'jj^jcottiti^i^LTto -s:fS?a«:d^tf-i5'tcsL/iB#^ (9 er) -e/N'^^^a^g* i 2 0 

t:tz±#L> h-^';i''C2 O^S^KMLf^o 1 0 Om liJDx.. 20 

3a^rBm#L7to Mt/^ML. 0 0 m 1 "C^Jfe^L/c^^. tR5ll£^=Sr 1 B#Pb^ 

^fofco >x^^x\ m&T. 8 ov-ci 2mmi}m^m't^^tKxy). n, n- . n" - 

o 

10 0 4 0] 

^i^^?iJi-e#A,tL7tN— c>v;i.:t^v:^;;v/N^5 >m-7ai-;n. 22 g (5mmol 
) iZ. 4-v-^-?^;i/T$y f'J v> (DMAP) 0. 61g (5mmol) ^JDx.. 12 

ST. 8 orX'l 2^^tjpii^;^i-;2>^i:jc j: N, N' , N" - ^ U >^ 
^iy) ^ VvT^;>mofi'fe^HSH^, 0. 6 1 g (J|X^8 1%) #/^o 
[0 0 4 1] 



1 (Ci3V>-C. L-CDMAP(7)/ftfc«5 > V ^ (TEA) 10m 

mo I ^^^^fz<^,mi>immmi tmu<Dm'^^n^\ n, n' , n" -hu^ (^^v^ 

;i':t^i/) V'>T^;vmoefe^B^H^. 1. 04g (W7 0%) #7to 
[0 0 4 2] 

MMMl tC^V^T. tg^i: LTDMAP(7?ft^J9 h U J^f=-U>v75 (TE'DA) 

lommo I 'irm^^^fzj^sj.mimmmi tmu<Dmi'^'^^\^^. n, n' , n" -yv:^ ( 

^ Vi>T^;vm<^fi'fe*tH^=&. 0. 6 7g (J|X^4 5%) #fCo 

[0 0 4 3] 

vT^;vmofi'fei^^=lr, 0. 63g (JR^4 2%) #fco 
[0 0 4 4] 



ltc:fev>r. LTDMAPO'ft^i? 1 Ommo I ^M^^fz.^M 

^;V@^(Oefe|SH^H=£-> 0. 46g (J|X^3 1%) #;to 
[0 0 4 5] 



Uc*3V^r> LTDMAP<^'ft;fe«9 tci , 8 -Py^flf-y^ u [5. 4. 

0] - 7-'i7>7-*-fe>' (DBU) 1 Ommo 1 'Srj!}nx.> 1 2 0 'Cc^ftfo 9 0 t^T' 3 0 

V-">T5?;i'mcoefeMB^B^rs 0. 42g (U.m2 8%) mzo 
[0 0 4 6] 

^ife^J9 

^M^uc;fev^i:. i^^t L-c<^DMAP ^ 1 5mmo \ m^^fz,^Mi^itmmm 1 tm 

^g-^ 0. 9 4 g (JR^e 3%) #fCo 
[0 0 4 7] 
1 0 

UC:feV^T^ itai: LT(^DMAPi£r5mmo \ m^^fz,^.i>miimmm 1 

tlliE# 2004-3084251 
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> 0. 6 5 g mm 4 4 %) ntzo 

[0 0 4 81 

mmmi 1 

^jfe^i 1 t-^v^T. 1 2 0 ro^ft^^ !9 13 1 4 0 "c-e 1 o^-bmLfz^^i^mimmm i i: 

0. 9 9g (a^6 6%) #/io 
[0 0 4 9] 

nmrn 1 2 

1 jsv^T. 1 2 0 X:<DiXt> >9 9 0 "C-C 3 0 L/j,iri)i^i.ti^jfe^ 1 t jwj 

0. 9 9 g (J|X^6 6 %) #/Co 
[0 0 5 0] 

mmm 1 3 

1 Kisr^^x^ 1 2 0 x:(Ditt> 'oizi e 0 vx-tmLtz^^M^immm i a: mm.<7) 

0. 3 4 g (JR^2 3%) #7to 
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^-v^: i/E 



(1) 

H 0 

I II . (1) 

RO-N-C-O-R 
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^-v^: 1/E 



m m A m m m 



[000002901] 
l.^W,^^B 1 9 9 0^ 8^285 



miiE^-^ miE#2 0 0 4 - 3 0 8 4 2 5 1 



